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AJIKUIMPOBAaHUEM STHJIOBBIX 3(UPOB 2-apHiICyIb(HOHMUIAMUHO-4-MeTHITHA30/-5-KapOOHOBBIX KHC-
JIOT AUMETHICYIb(GATOM MONydeHbl N-MeTHIIPOU3BOLHbIE, KOTOPbIE CIMPTOBO-IIETOYHBIM TUAPOIU30M
TlepeBe/ieHbl B COOTBETCTBYIOINIME KUCIOTHI. IlomydeH psaj mpou3BoAHbIX 2-(apuiIcyTbhOHIIMETUIAMUAHO)-
4-MeTHATHA30-5-KapOOHOBBIX KHCJIOT, a TAaK)Xe OCYI[eCTBI€HAa MX TeTEePOIMKIM3ALHUA IIOf HeHCTBHEM
THOCeMUKapbasnuza B IPHUCYTCTBUH XJIOpoKucK ¢ocdopa B 2-aMuHO-1,3,4-THan1a30bHbIe TIPOU3BOAHBIE.
IMocnenuue ¢ GeHnnIM30IMAHATOM O6Pa3yIOT IPOM3BOJHbIE MOYEBUHEL, & C YKCYCHBIM aHTH/PHOM — alle-
THJIbHBIE IIPOU3BOZHEIE. Y CTaHOBJIEHO, YTO MOTydYeHHbIe 2-(apuicyrbOHUIMeTHIAMIHO)-5-(2-aeTnna-
muzo-[1,3,4]-ruaguason-5-ui)-4-MeTHITHA30IBI PEATUPYIOT C AUMETHIICYIb(ATOM B IIPHCYTCTBUH €LKOTO

Kamu ¢ 06pa3OBaHI/IEM CMeCH IIPOAYKTOB KaK DH/IO-, TAK M 5K303aMeIleHUA C npeo6na/:gaH1/1eM IocienHero.

Bu6:. cevmox 13.

ITpousBozusie N,S-comepKalux MATHYIEHHBIX TETEPOLUKIOB, B YaCTHOCTH,
THA30JIa TUA30JIMHA U TUA30MUAMHA, 00JIaJal0T WHUPOKUM CIEKTPOM GHOIOTHYeCKON
aKTUBHOCTH. BBeseHume pasnuyHbIX 3aMecTuTeneil B mosoxeHus 2, 4 u 5 Tuasosa
CIIOCOGCTBYeT PaCUIMPEHUIO aCCOPTUMEHTa COeJUHEHUH, IPUTOAHBIX I IpUMeHe-
HUA B MEJVILIMHE ¥ CEIBCKOM XO3siicTBe. B MeIMIMHCKOI NPAKTUKe LUIMPOKO UCIIOJIb-
3YIOTCS aHTUrHCTaMUHHBE ((paMOTHAWH, HUSATHAWH), IPOTUBOCYLOPOXKHBIE (TeMH-
HeHpUH), TPOTUBOBOCIIANIUTENIbHbIE (METOKCHKaM), IIPOTUBOOIyXojeBble (umudoc),
aHTUIIPOTO30MHble (HHTA301), cyabbamunuse (Hopcyibdasosn, dramason, srasorn),

JuypeTndeckue (auakap6) ITpemapaTsl, PeTyJIATOpPHl MeTabOIMYeCKHX IPOILeCCOB
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(xoxap6okcuasa, JTeHKOreH, THAMUH), GOJIBIIOE YKUCIO aHTHOMOTUKOB (a3TpeoHaM,
nedmupoM, nedotakcuM, medTpuakcos, medrasuzum) [1].

B cesbckoM X03sHiCTBe B KaueCTBe XMMUYECKUX CPeZCTB 3allUThI PACTeHUH ITH-
POKO HCIIONB3YIOTCA OpTaHMYeCKHe CONUHEHH, CofepXKalllie THa30JIbHOe KOJIBIIO.
Cpeznu Hux m3BecTHHI repbunugs (MedeHaceT, THA30MUP, MeTa0eH3THA3YPOH, (eH-
THAIpOII, GeHasonuH, OeH3THasypoH), GyHrunuzasr (3Taboxcam, TrHabeHmasomn, ¢iy-
TUAHWI, THAAUQIYPOH, TU(Iy3aMuZ, MEeTCYIb(POBAKC), MHCEKTULIUAH! (KIOTHAHU-
IVH, THAMETOKCAaM, Ta3UMKap0, THaKJIONpH ), akapuiust (pryGeHsUMUH, TeKCUTHA-
30KC) 1 gpyrue mpemnaparsl [2]. Bmecre ¢ TeM IpOmO/DKAIOTCS MCCIELOBAHNS B IIIAHE
[IOMCKA HOBBIX ITECTHUIM/IOB ¥ PEryJIATOPOB POCTa PacTeHM Cpefy paHee He HCCIIe-
JOBAaHHBIX PALOB IIPOU3BOSHEIX THa3oa [3-12].

Llenbl0 HACTOAILIETO HMCCIENOBAHMA ABMUIACH Pa3paboTKa DOCTYNHBIX U dddex-
THUBHBIX METOJOB CHMHTE3a HOBBIX 2—N-aPI/IJ'[CyJIBCl)OHHJIaMHHOTHafBOJIOB C Pa3JII/I‘—IHBI'
MU 3aMEeCTUTEIIMHU B 5-OM IOJIOXKEHUY TeTePOLUKIIA U U3ydeHHe X OHOIOrMIecKoH
dKTUBHOCTH.

Panee B.B./loBraTaHOM U COTp. GBLIO M3y4€HO allMINpPOBaHUeE STUIOBOTO 3upa
¥ aHWINga 2-aMHHO-4-MeTHITHAa307-5-KapOoHOBOM KUCIOTH, CIIOCOOHBIX K aMWUH-
HMMHWHHBIM TayTOMepHLIM IIp€BpalleHUAM 1 HOBTOMY pearnpylomnx KaK B aMHHHOﬁ,
TaK ¥ UMHMHHOH ¢opme [6]. ABTopamMu GBUIO ITOKa3aHO, YTO IOJ, /AeiCTBUEM apuiI-
cy15pOXIOpHIOB B MUPHUANHE YKa3aHHbIE COEIUHEHNS PeaTupPyIOT PETHOCeTeKTUBHO
¢ 06pa3oBaHHEM HCKJIIOYUTEIBHO IPOAYKTOB 5K30-N-3aMelleHUS — 2-apUiCyIbgo-
HI/I]IaMI/IHOHPOI/IBBO,ZI;HBIX.

C y4eToM BBIIIEM3IOKEHHOTO NPEACTABIAJICI NEPCIEKTUBHBIM ITOMCK HOBBIX
6GHOJIOTUYeCKH aKTUBHBIX COeIHHEHU IIyTeM IUPOKOH (YHKIIMOHAIU3AIUY STHIIO-
BBIX 5GHUPOB 2-apuiCynbGOHMIAMUHO-4-MeTHITHA301-5-KapboHossx kuciaor (1).
WccnepoBanus moKasany, 4To, KaK ¥ CI€0BAJIO OXKUATH, IIOCTIEeSHIE B IIPUCYTCTBUN
BOJHOM IEJIOYU JIETKO IKMJIMPYIOTCA JUMETHICYIb(GaToM C 06pa3soBaHHEM COeI-
HeHUi 2a-c, CTpoeHue KOTOPHIX ImoATBepxAeHo maHHbMu °C IMP cnexTpos, cHa-
ThIX 6e3 mogasnenus CCB 13C-H, B xoropsix mansaee CCB ¢ npororamu NCHs rpyn-
st (3] = 3.2-3.6 /1j) HabmomaeTcst TOJIBKO AJIs CUrHaia aroma yriaepoga C-2 trasoss-
Horo nukia. [Ipu sHAO3aMeleHUN TaKOTO K€ PaCLIeIl/IeHUs CIef0Balo OXHUAATh U
It curHama aroma yriaepoga C-4 mukia. Kunayenuem a¢bupos 2 B CHUPTOBOM pacT-
Bope KOH u mocenyomeit 06paboTkoii 06pa3oBaBIINXCA COMEIl COLTHON KUCIOTOH
HOJIyquLI KHCJIOTBI 3, HepeBe,ILeHHBIe IO U3BEeCTHOM METOOHKE B COOTBETCTBYIOH.[I/IQ
xmopauruzapuznsl 4. Ilocreguue ¢ pasnuuHbBIMKU aTu(AaTUIECKUMH M T€TEPOLMKIH-

YeCKUMU aMUHAMHU B IPUCYTCTBUU TPUSTUIAMUHA B cpeJie GeH301a 06pasyloT aMHUAbI
5-8.
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JeficTBMeM PasJIMYHbBIX raJoTeHuL0B o6pasyioT abups! (9-1
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a) Ar =Cg¢Hs; b) Ar= C6H4-C1-p; C) Ar = C¢Hy-CH3-p

9) R = CH,C¢Hs; 10) R = CH,COOCH5; 11) R = CH,CH,0C¢Hs; 12) R = CH(CH;)COOCH;

Peakunuu samemenus coemunenuit 13a-c u 15a-c mor

YT IIPOTEKATh KaK 1epe3

dAMHWHHYIO0, TaK 1 MMUHHYIO TayTOMEPHBIE (bOPMBI C O6paSOBaHI/IeM COOTBETCTBEHHO

9K30- M SHIO03aMeIleHHBIX MpoxykToB. B cmextpax 3C SIMP coemuuenunit 14a-c u

15a-c xuMuYeckye CABUTY CUTHAJIOB aTOMOB YIJIEPOAA THAT,

J1a30/IbPHOTO IUKJIA IIPpaK-

THUYECKH COBIIAAAIOT C COOTBETCTBYIOIIMMH 3HAYE€HMAMHU B CIIEKTPAX MCCI€JOBAHHBIX
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paHee  2-ameruinaMuHO-(2-THOKCO-3-ankuia-4-merun-3H-trason-5-mn)-[1,3,4]-tua-
nuasonoB [12], 4ro mokaseiBaer OOpa3sOBaHME SK303aMEIEHHBIX IIPOAYKTOB. Ilpu
JajmpHeNIIeM MeTMJIMPOBaHUHM 2-alleTHaaMuHONpou3BogHEIX (15a-c) obpasyercs
CMech TIPOAYKTOB SHZIO- U dK303aMelneHus (16a-c) ¢ mpeobragzanueM mocienHero. B
II0JIB3y 3TOTO CBHUAETEIBCTBYeT Hamuuue B crekrpax SIMP nByx rpymnm cursanos c
COOTHOIIEHUEM HHTeHCHBHOCTe# 2:1 (9K30/3HZO), COOTBETCTBYIOWIMX YKA3aHHbBIM
M30MepaM. DTHU BBIBOZBI TAKXKE COTIACYIOTCSA C JAHHBIMU paboTsr [12].
[TpenBapurenbHbIe Ta60PaTOPHbIE UCIBITAHUSA ITOKA3aIH, YTO IPAKTUYIECKH BCE
CUHTE3UPOBAHHbIE COeJUHEHUA MIPOSIBIAIOT BRIPXXEHHYIO POCTCTUMYIUPYIOIIYIO aK-
TUBHOCTH (55-95 % 110 CpaBHEHUIO C TETEPOAYKCHUHOM), IYTO CBUAETENIBCTBYET O IepC-

IIEKTHUBHOCTH IIOMICKOB HOBBIX CTHMYJIITOPOB POCTa paCTEHI/Iﬁ B MCCJI€JOBAHHOM DS~

Ay.

OKCIIepIMEHTAIbHAS JaCTh

Crrextpst 'H u 3C AMP cusarsr Ha mputope “Mercury-300” B uucrom JMCO-ds
unu B pactBope JJMCO-ds + CCls (1:3). TCX mpoBezeno nHa miaactuakax “Silufol UV-
2547, smioent — aueron-rexkcad (1:1). Micxopmusie coenuuenus la-c CHHTe3HPOBAHBI
1mo Metogy [6], a coemuHenus 13a-c — mo MeTOAUKe, IpeAIOXKeHHOI B [13].

Cunres 5THIOBHX 3(UPOB 2-(apmiCynb)OHMIMETHIAMUHO)-4-METHITHA30I-5-
kap6oHOBEIX kucaoT (2a-c). K pacrsopy 0.01 mozs xanueBoit conu atumoBoro adupa
2-apuincynbpOHIIAMIHO-4-MeTUITHA30-5-kKap6oHOBO# KucnoTs! B 10 a7 Boms! mpu
0°C u nepememuBanuu nopuuamu go6asisior 1.39 r(0.11 morg) zumeruncyasdara.
Peaxnuonnyto cmecs ocrasiaior npu 20-25°C Ha 24 g, 3ateM QUIBTPYIOT cOoemyHe-
HUsA 2a-C, IPOMBIBAIOT BOZOH, CyIIAT Ha BO3ZAYyXe W IIE€PEeKPUCTA/IN30BbIBAIOT U3 OeH-
3071a.

Coemunenue 2a. Bexog 90%, t.mwn. 125-127°C. Haiimeno, %: N 7.92; S 18.51.
C1sH16N204S2. Beruuceno, %: N 8.23; S 18.84. Cnextp AMP 'H, 9§, m.z., /212 1.36 (T,
3H, £7.0, OCH2CH3); 2.58 (c, 3H, 4-CHs); 3.47 (c, 3H, NCH3); 4.32 (x, 2H, 7.0,
OCH:CHz); 7.45-7.90 (M, 5H, CeHs).

Coegunenne 2b. Brixon 82%, t.mur. 156-158°C. Haiimeno, %: N 7.20; S 16.78.
C1sHisCIN204S2. Beruucieno, %: N 7.47; S 17.11. Crextp AMP 'H, §, m.z., /1 1.35 (T,
3H, ~7.0, OCH:2CH3); 2.59 (c, 3H, 4-CHzs); 3.48 (¢, 3H, NCHs); 4.31 (x, 2H, /7.0,
OCH:CHz); 7.47-7.87 (M, 4H, CsHa).

Coemunenue 2c. Brixog 86%, 1.11.184-186 °C. Hatimeno, %: N 7.62; S 17.75.
CisH1sN204S2. Beraucieno, %: N 7.90; S 18.09. Crexrp AMP 'H, 3, m.z., /7 1.35 (T,
3H, £7.0, OCH:CH3); 2.42 (¢, 3H, CHs-ronuin); 2.61 (c, 3H, 4-CHs); 3.48 (c, 3H,
NCHzs); 4.30 (x, 2H, &7.0, OCH:CHzs); 7.26-7.75 (m, 4H, CeHs). Cnextp AMP 13C, 3,
m.g., 11 12.89 (4-CHs); 13.98(OCH:2CHs3); 20.85 (CHs-toammin); 32.75 (NCHs); 61.20
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(OCH=CHzs); 106.03 (C-5; 3=4.2); 125.94; 129.41; 138.66; 146.65; (Ar); 142.78 (C-4;
2J=6.6); 160.44 (C=0; 3E3.2); 165.19 (C-2; 3E=3.2)

Cunres 2-(apuncyashOHUIMETHIAMHHO)-4-MeTHITHA30I-5-KapOOHOBEIX KHC-
a0t (3a-c). K pacreopy 0.67 r(0.012 s0.14) epxoro xanu B 20 sz aGe. araHoNa K06aB-
naot 0.01 amoszg coepuHennit 2a-¢ 1 NONTYIeHHYIO CMeCh KUILATAT C OOPaTHBIM XOJIO-
IuabHUKOM 3 ¥. OTTOHAIOT CIMPT, OCTATOK PacTBOpSIOT B 15-20 oz Bomsl, GHIIBT-
pyioT ot Myt u uasTpar nogkucasior Kouu. HCl. Brmasme B ocafok coenuse-
HUA 3a-C QUIBTPYIOT Yepe3 2 ¥, IPOMBIBAIOT BOAOI U CYIIAT Ha BO3ZYXe.

Coepunenue 3a. Berxon 87%, T.m1.234-236°C (pasin.). Haiimeno, %: N 8.63; S
20.23. C12H12N204S2. Beraucneno, %: N 8.97; S 20.53. Cmextp AMP 'H, §, m.z.: 2.60
(c, 3H, 4-CHs); 3.47 (¢, 3H, NCH3s); 7.47-7.91 (m, 5H, CeHs); 11.2 (m.c, 1H, OH).

Coepgunenue 3b. Brixozn 70%, t.1w1. 240-241°C (pasn.). Hatineno, %: N 7.85; S,
18.18. C12H11CIN204S2. Bsruucineno, %: N 8.08; S 18.49. Cuextp AMP 'H, 5, m.z.: 2.59
(c, 3H, 4-CHs); 3.48 (¢, 3H, NCHs); 7.48-7.98 (m, 4H, CeHa4); 10.98 (ur.c, 1H, OH).

Coepunenue 3c. Beixogm 80%, T.m1. 246-248°C (pasn.). Haiimeno, %: N 8.35; S
19.32. C13H1sN204S2. Beruucieno, %: N 8.58; S 19.65. Cnexrp AMP 'H, §, m.za.: 2.41
(c, 3H, CHs-tonun); 2.57 (c, 3H, 4-CHs); 3.47 (¢, 3H, NCHzs); 7.25-7.77 (m, 4H, CeéHa);
11.0 (o.ur.c, 1H, OH).

Xnopauruzapugst 2-(apuiacyabbOHIIMEeTHIAMUHO)-4-MeTHITHA30I-5-KapGoHO-
BBIX KUCJIOT (4a-C) IOy dYeHs! 110 M3BeCTHOM MeTomuke [13].

Coemunenue 4a. Bexog 94%, 1.1, 147-149°C. Hatimeno, %: N 8.20; S 19.04.
C12H11CIN203S2. Bsrumcieno, %: N 8.47; S 19.39. Cnextp AMP H, §, m.x.: 2.58 (c,
3H, 4-CHs); 3.48 (c, 3H, NCHs); 7.45-7.90 (M, 5H, CsHs).

Coegunenue 4b. Berxog 90%, t.ma. 163-165 °C. Haiigeno, %: N 7.47; S 17.24.
C12H10Cl2N203S2. Bsraucieno, %: N 7.67; S 17.56. Cnextp AMP 'H, §, m.z.: 2.58 (c,
3H, 4-CHs); 3.47 (c, 3H, NCHs); 7.50-7.95 (M, 4H, CsHa).

Coemunenue 4c. Beixon 80%, T.mm. 164-166 °C. Haimeno, %: N 8.00; S 18.33.
C13H13CIN203S2. Bsruucieno, %: N 8.12; S 18.60. Crextp AMP 'H, §, m.x.: 2.41 (c,
3H, CHs-toaun); 2.57 (¢, 3H, 4-CHs); 3.46 (¢, 3H, NCHs); 7.24-7.74 (m, 4H, CeHa4).

Cunres amuzoB 2-(apuicynbhOHMIMETIIAMIHO)-4-MeTUITHA30I-5-Kap6oHO-
BeIx Kucyor (5-8a-c). K cycnensuu 0.01 mozg coepunennit 4a-c B 15 ar cyxoro GeH-
30i1a pu nepemenruBanuy nopuuamu gobasasior 0.011 mouzg tpustunamuna u 0.011
MOJIS COOTBETCTBYIOIETO aMHUHA. PeakIMOHHYI0 CMeCh KUIIATAT 3 ¥, 3aT€M OTTOHSIOT
6eH30JI, OCTAaTOK 06pabaTsiBaioT 15 47 BOZHI U QIIIBTPYIOT OCaZoOK coenuHeHui 5-8a-
c. [Tocie BeICymIMBAaHYS KUIATST B FeKCAHE.

Coemunenue 5a. Beixog 79%, 1.1, 200-202°C. Hatimeno, %: N 10.74; S 16.49.
C16H19N3O4S2. Beraucireno, %: N 11.02; S 16.81. Cmextp AMP 'H, §, m.z.: 2.42 (c, 3H,
4-CHs); 3.46 (c, 3H, NCHs); 3.56 u 3.60 [m, mo 4H, N(CH2CH2)20]; 7.47-7.93 (M, 5H,
CeHs).

Coegunenne 5b. Beixog 81%, 1., 196-198°C. Haiimeno, %: N 9.81; S 15.08.
Ci6H1sCIN3O4S2. Beraucneno, %: N 10.10; S 15.42. Cuextp AMP 'H, 3, m.z.: 2.41 (c,
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3H, 4-CHs); 3.46 (c, 3H, NCHs); 3.55 u 3.61 [m, mo 4H, N(CH2CH2)20]; 7.50-7.95 (m,
4H, CeHa).

Coemunenue 5c. Berxog 90%, t.mwr. 198-200°C. Hatimeno, %: N 10.35; S 15.95.
C17H21N304S2. Beraucieno, %: N 10.62; S 16.22. Crextp AMP 'H, §, m.z.: 2.42 (c, 3H,
4-CHs); 3.45 (c, 3H, NCH3); 3.56 u 3.62 [m, mo 4H, N(CH2CH2)20]; 7.25-7.78 (m, 4H,
CeHa).

Coemunenue 6a. Brixon 77%, T.1m1.170-172°C. Haiizeno, %: N 14.02; S 16.00.
C17H22N4O3S2. Beramciero, %: N 14.20; S 16.26. Cuextp AMP 'H, 8, m.zx.: 2.26 (c, 3H,
NCHs-rep); 2.42 (c, 3H, 4-CHs); 2.35 u 3.55 [m, mo 4H, N(CH2CH?2)2N]; 3.45 (c, 3H,
NCHs); 7.45-7.92 (M, 5H, CeHs).

Coegunenne 6b. Brixog 86%, t.mi. 154-156°C. Haiimeno, %: N 12.81; S 14.67.
C17H21CIN4OsS2. Berancneno, %: N 13.06; S 14.95. Cuextp AMP 'H, 3, m.z.: 2.26 (c,
3H, NCHs-ntuniep); 2.41 (c, 3H, 4-CHs); 2.35 u 3.53 [M, mo 4H, N(CH2CH?2)2N]; 3.47 (c,
3H, NCHs); 7.55-7.92 (m, 4H, CsHa).

Coemunenue 6¢. Berxog 85%, 1.1, 188-190°C. Hatimeno, %: N 13.44; S 15.33.
C18H24N4OsS2. Braucieno, %: N 13.71; S 15.70. Coextp AMP H, 8, m.z.: 2.25 (c, 3H,
NCHs-ntuniep); 2.42 (c, 3H, 4-CHs); 2.37 u 3.54 [m, mo 4H, N(CH2CH?2)2N]; 3.45 (c, 3H,
NCHs); 7.25-7.78 (m, 4H, CeéH4).

Coemunenue 7a. Beixog 82%, T.1m1.177-179°C. Hatimeno, %: N 11.22; S 17.25.
Ci16H19N3OsS2. Bsraucieno, %: N 11.50; S 17.55. Cmextp AMP 'H, 5, m.z.: 1.90 (m, 4H,
CH2CHz-tmppon.); 2.41 (c, 3H, 4-CHs); 3.44 (c, 3H, NCHs); 3.46 [m, 4H, N(CHz2)2-
nuppoi.]; 7.45-7.92 (m, 5H, CeHs).

Coegunenne 7b. Beixog 91%, 1.1 192-194°C. Haiigeno, %: N 10.27; S 15.78.
Ci6H1sCIN3O3S2. Berancneno, %: N 10.51; S 16.04. Cuexrp AMP 'H, §, m.z.: 1.91 (m,
4H, CH:CH2-ntuppou.); 2.43 (c, 3H, 4-CHz3); 3.45 (c, 3H, NCHz); 3.48 [m, 4H, N(CH>)2-
nuppoi.]; 7.50-7.95 (m, 4H, CeH4).

Coemunenue 7c. Berxog 86%, 1.1, 208-210°C. Hatimeno, %: N 10.82; S 16.66.
Ci7H21N303S2. Beraucieno, %: N 11.07; S 16.90. Cniexrp AMP 'H, 8, m.z.: 1.90 (m, 4H,
CH2CH2-tmpposn.); 2.30 (c, 3H, CHs-tonuxn); 2.40 (c, 3H, 4-CHzs); 3.45 (c, 3H, NCHs);
3.48 [m, 4H, N(CH2)2-niuppon.]; 7.28-7.77 (m, 4H, CeHs4). CuextpSAMP BC, 8, m.z.:
13.01 (4-CHs); 20.84 (CHs-tomum); 24.60 (CH2CH2-mupp); 32.37 (NCHs); 46.90
[N(CH2)2-tupp]; 110.85 (C-5); 125.77; 128.84; 137.14; 141.84 (Ar); 139.04 (C-4);
159.49 (C=0); 164.39 (C-2).

Coemunenue 8a. Brixog 78%, 1.11.98-100°C. Haiimeno, %: N 10.44; S 16.01.
Ci1sH2sN3OsS2. Beramcnero, %: N 10.62; S 16.21. Cnextp AMP 'H, 3, m.a., 7z 0.95
(3H, T, E£7.0, NCH.CH:CH2CH3); 1.17 (3H, 1, 7.1, NCH2CHs); 1.30 (2H, ™,
NCH:CH2:CHCHs); 1.55 (2H, m, NCH2CH2CH2CHs); 2.42 (c, 3H, 4-CHs); 3.28-3.43
(4H, m, NCHCHs u NCH-CH2CH:CHs); 7.46-7.88 (5H, m, CeHs).

Coegunenune 8b. Brixon 81%, t.mr. 92-94°C. Haiimeno, %: N 9.49; S 14.64.
C18H24CIN3O3S2. Beruucneno, %: N 9.77; S 14.91. Cnextp AMP H, 8, m.z., /11 0.96
(3H, T, EF7.0, NCH:CH.CH:2CH3); 1.16 (3H, T, ~7.1, NCH2CH3); 1.32 (2H, M,
NCH2CH2CHCHs); 1.55 (2H, m, NCH:2CHACH2CHs3); 2.41 (¢, 3H, 4-CHs); 3.30-3.43
(4H, m, NCHACHs u NCH2CH2CH2CH3); 7.49-7.90 (4H, m, CéH4).
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Coepunenue 8c. Beixoxg 89%, t.ma. 93-95°C. Hatimeno, %: N 9.88; S 15.31.
C19H27N303S2. Beramceno, %: N 10.26; S 15.66. Cuextp AMP 'H, 8, m.x., 717: 0.96
(t, 3H, /7.0, NCH2CH:CH2CH3); 1.18 (1, 3H, /~7.1, NCH2CHj3); 1.31 (m, 2H,
NCH:CH2CH=CH3); 1.56 (M, 2H, NCH2CH:CH:CH3); 2.22 (¢, 3H, CHs-Tonun);
2.42 (c, 3H, 4-CHs); 3.30-3.45 (m, 4H, NCH2CH3s u NCH-CH2CH2CHs); 7.25-7.77
(m, 4H, CeHas).

Cunres 50upoB 2-(apuiIcyIbhOHMIMETHIAMIHO)-4-MeTHITHA30-5-Kap6o-
HoBbIx kuciort (9-12a-c). K cycnensuu 0.56 r(0.01 mo.z9) mopowka KOH B 10 ar
IM®A no6asssior 0.01 amozg coepunennit 3a-c u gepes 0.5 ¥ (moce o6pasosa-
HUA COMM KUCIOTHI) nopuusamu nobasinsior 0.011 mozg cooTBeTCTByIOMETO aj-
KuarajoreHusa. PeakIiuoHHyIo cMech pu nepeMelnnBanuu npu 75-80°C Harpe-
BafoT 3 7. OuUIBTPYIOT TAIOTeHU, KaIns, U3 QIIbTpaTa IIPU HU3KOM [aBIeHUU
orroustor JM®A, ocrarox o6pabarsiBaror 10-15 a7 Bomer. PrureTpyror BhImas-
mwui ocagox coepuHeHu 9-12a-c u mocje BRICYIIMBAHUA Ha BO3AYXe KUILATAT B
rexcaHe.

Coemunenue 9a. Beixoz 64%, 1.1u1. 150-152°C. Haipeno, %: N 6.70; S 15.64.
C19H18N204S2. Beramcieno, %: N 6.96; S 15.93. Crextp AMP 'H, 8, m.z.: 2.62 (c,
3H, 4-CHs); 3.51 (¢, 3H, NCHs); 5.29 (¢, 2H, OCHz); 7.12-7.90 (M, 10H, 2CsHs).

Coegunenue 9b. Brrxon 76%, .. 180-182°C. Haitmeno, %: N 6.33; S 14.42.
C19H17CIN204S2. Beraucieno, %: N 6.41; S 14.68. Cuexrp AMP 'H, §, m.1.: 2.62
(c, 3H, 4-CHs); 3.50 (¢, 3H, NCHs); 5.29 (¢, 2H, OCHa2); 7.28-7.88 (M, 9H, CeHsu
CeHs).

Coegunenne 9c. Berxon 86%, t.mmm. 158-160°C. Haiimeno, %: N 6.40; S 15.18.
C20H20N204S2. Beraucneno, %: N 6.73; S 15.40. Cuextp AMP 'H, 8, m.z1.: 2.24 (c,
3H, CHs-tomun); 2.61 (c, 3H, 4-CHs); 3.50 (c, 3H, NCH3s); 5.30 (¢, 2H, OCHy);
7.02-7.77 (m, 9H, CeH4u CeHs).

Coegunenne 10a. Beixon 70%, 1.1mm1.176-178°C. Hatineno, %: N 7.02; S 16.30.
Ci1sH16N206S2. Beraucneno, %: N 7.29; S 16.68. Cnextp AMP 'H, 8, m.z.: 2.60 (c,
3H, 4-CHs); 3.49 (c, 3H, NCHs); 3.74 (c, 3H, OCHzs); 4.82 (¢, 2H, OCH2); 7.38-
7.85 (m, 5H, CesHs).

Coegunenue 10b. Brixog 87%, t.mwr. 150-152°C. Haiimeno, %: N 6.31; S
15.04. CisH15CIN206S2. Bsraucieno, %: N 6.69; S 15.31. Cuextp AMP 'H, §, m.z.:
2.62 (c, 3H, 4-CHs); 3.51 (¢, 3H, NCHs); 3.74 (c, 3H, OCH3s); 4.80 (c, 2H, OCHz);
7.50-7.88 (m, 4H, CeHa).

Coegunenne 10c. Brixom 87%, t.mn. 175-177°C. Haiigeno, %: N 6.74; S
15.75. CisH18N206S2. Brramcieno, %: N 7.03; S 16.09. Cnextp AMP 'H, 5, m.z.:
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2.24 (¢, 3H, CHs-tonun); 2.60 (c, 3H, 4-CHs); 3.50 (¢, 3H, NCHs); 3.75 (c, 3H,
OCHs); 4.82 (c, 2H, OCH2); 7.25-7.77 (m, 4H, CeHa).

Coegunenne 11a. Beixox 90%, 1.1m1.126-128°C. Hatineno, %: N 6.15; S 14.60.
C20H20N205S2. Beruucieno, %: N 6.48; S 14.83. Cnextp AMP H, §, m.x., /7 2.61
(c, 3H, 4-CHs); 3.50 (c, 3H, NCH3); 4.28 (1, 2H, /=6.8, COCH2); 4.58 (t, 2H, /=6.8,
OCH>2); 6.87-7.90 (v, 10H, 2CeHs).

Coegunenue 11b. Brixog 95%, t.mn. 144-146°C. Haiimeno, %: N 5.71; S
13.40. C20H19CIN205S2. Bsrauciero, %: N 6.00; S 13.73. Cnextp AMP 'H, 5, M.z,
I 2.60 (c, 3H, 4-CHs); 3.51 (¢, 3H, NCHs); 4.27 (1, 2H, /~=6.8, COCH2); 4.58 (T,
2H, =6.8, OCH2); 6.90-7.92 (m, 9H, CeHa4 u CsHs).

Coegunenne 1lc. Brixom 91%, t.mn. 152-154°C. Haiigeno, %: N 6.02; S
14.11. C21H22N205S2. Beraucneno, %: N 6.27; S 14.36. Cnextp AMP 'H, §, m.z,.,
I 2.24 (c, 3H, CHs-tonmn); 2.62 (c, 3H, 4-CHs); 3.52 (¢, 3H, NCH3); 4.26 (1, 2H,
J=6.8, COCH2); 4.57 (1, 2H, /=6.8, OCH2); 6.80-7.88 (M, 9H, CéH4 u CeHs).

Coegunenne 12a. Beixon 76%, 1.111.129-130°C. Hatizeno, %: N 6.75; S 15.79.
C16H18N206S2. Beruucieno, %: N 7.03; S 16.09. Cnextp AMP 'H, 6, m.z., /7 1.57
(m, 3H, /=6.9, CHCHj); 2.62 (c, 3H, 4-CHs); 3.50 (¢, 3H, NCH3); 3.75 (c, 3H,
OCHs); 5.18 (x, 1H, /=6.9, CHCHs); 7.47-7.92 (m, 5H, CsHs).

Coegunenue 12b. Brixom 62%, t.mwn. 102-104 °C. Haiimeno, %: N 6.20; S
14.55. CisH17CIN206S2. Bsraucieno, %: N 6.47; S 14.81. Cnextp AMP 'H, 5, M.z,
I 1.55 (m, 3H, /=6.9, CHCHS3); 2.61 (c, 3H, 4-CHs); 3.52 (¢, 3H, NCHs); 3.75 (c,
3H, OCHs); 5.16 (x, 1H, /6.9, CHCHs); 7.50-7.93 (M, 4H, CsHa).

Coegunenne 12c. Beixom 88%, t.mn. 153-155°C. Haiigeno, %: N 6.44; S
15.21. Ci7H20N206S2. Beraucneno, %: N 6.79; S 15.55. Cnextp AMP 'H, §, m.z,.,
I 1.56 (m, 3H, /6.9, CHCHS3); 2.24 (c, 3H, CHs-tomun); 2.61 (c, 3H, 4-CHzs);
3.50 (c, 3H, NCHs); 3.76 (c, 3H, OCHs); 5.20 (x, 1H, = 6.9, CHCHs); 7.25-7.87 (M,
4H, CeHs).

2-(ApmicynbhOHHIMETHIIAMIHO)-5-(2-aMuHO0-1,3,4-THagua3on-5-1)-4-Me-
trnTrasosnsl 13a-c nomyuens! us 0.01 mozs coegunennit 3a-c, 0.01 mozg Troce-
mukap6asuza B 7 ax POCls mo metony [13].

Coepunenue 13a. Brixon 80%, T.1171.254-257°C (pasn). Haiizeno, %: N 18.82;
S 25.79. C13H13N502S3. Bsraucieno, %: N 19.06; S 26.18. Cexrp AMP 'H, 6, m.z.:
2.43 (c, 3H, 4-CHs); 3.50 (c, 3H, NCHs); 7.35 (¢, 2H, NH3); 7.45-7.77 (m, 5H,
CeHs).

Coemuuenue 13b. Bexom 84%, t.mm. 222-227°C (pasn). Haiigeno, %: N
17.20; S 23.58. Ci3H12CIN50O2Ss. Beruucieno, %: N 17.42; S 23.93. Cmextp AMP
H, 8, m.1.: 2.45 (¢, 3H, 4-CHs); 3.48 (c, 3H, NCH3s); 7.40 (¢, 2H, NH2); 7.50-7.88
(m, 4H, CeHa).

Coegunenne 13c. Beixog 85%, 1.111. 195-197°C (pasn). Haiizeno, %: N 18.03;
S 25.00. C14H15N50:2S2. Beruucieno, %: N 18.36; S 25.22. Cnextp AMP 'H, §, m.1.:
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2.41 (¢, 3H, CHs-tonun); 2.46 (c, 3H, 4-CHs); 3.50 (¢, 3H, NCHs); 7.27 (c, 2H,
NH2); 7.25-7.78 (m, 4H, CsHa). Crrextp AMP 13C, o, m.z., /7 13.22 (4-CHz); 20.89
(CHs-tommn); 32.69 (NCHs); 108.62 (C-5; 3/=4.6); 125.84; 129.02; 134.18; 138.90
(Ar); 142.17 (C-4); 146.27 (C-5"); 164.60 (C-2; 3/=3.5); 168.19 (C-2").

Cunte3  2-(apmwicynphOHMIMETIUIAMUHO)-5-[2-(3-perrypenno)-[1,3,4]-
THagua3on-5-miu)-4-merunruasonos 14a-c. Cycnensuio 0.01 mozg coemunenwuit
13a-c u 1.1 a7 (0.01 mo.19) cBexxenepernanHoro peHunusonuanara s 20 ar cyxo-
TO TOJNyOJa ¥ B IPUCYTCTBUH KATAIUTUYECKUX KOJIMYECTB IMUPUIUHA KUIIATAT
5 7. Qunprpyior 1 GrIbTp mpombIBaioT 2 pasa 10 a7 kunsmero sTaHoa.

Coenunenne 14a. Beixon 94%, T.11. 260-262°C (pasin). Haitzero, %: N 16.91;
S 19.42. C20H18N6O3S3. Bsramcieno, %: N 17.27; S 19.77. Cunexrp AMP 'H, 6, m.1.:
2.53 (c, 3H, 4-CHs); 3.50 (c, 3H, NCH3s); 7.20-7.75 (M, 10H, 2CsHs); 8.55 u 8.90 (c,
1H, NHC¢Hs); 11.13 (¢, 1H, NHCO).

Coepuuenue 14b. Bexom 77%, t.mm. 313-315°C (pasn). Haiigeno, %: N
15.78; S 18.05. C20H17CIN6O3Ss. Beruncieno, %: N 16.13; S 18.46. Crextp AMP
H, 6, m.g.: 2.52 (¢, 3H, 4-CHs); 3.48 (c, 3H, NCH3); 7.18-7.90 (M, 9H, CeH4 u
CeHs); 8.56 u 8.98 (c, 1H, NHCsHs); 11.15 (¢, 1H, NHCO).

Coepunenne 14c. Beixog 80%, t.111. 315-317°C (pasn). Haiimeno, %: N 16.46;
S 19.02. C21H20N6O3S3. Brraucieno, %: N 16.79; S 19.22. Cnexrp AMP 'H, 6, m.1.:
2.40 (c, 3H, CHs-toxun); 2.55 (c, 3H, 4-CHz); 3.50 (c, 3H, NCH3); 7.16-7.80 (M,
9H, CsH4 u CsHs); 8.50 u 8.92 (¢, 1H, NHCeHs); 11.10 (¢, 1H, NHCO).

Cunres 2-(apmwicyrbpoOHMIMETHIAMHHO)-5-(2-aneTamuzo-[1,3,4]-Tiagua-
301-5-wi)-4-metmnruazonos 15a-c. Cycnensuro 0.01 mozg coenunenuit 13a-c B
15 amr ykcycHOro aHruzpuza KUNATAT 4 ¥, GUIBTPYIOT U GUIBTP IPOMBIBAIOT
pacteopom NaHCOs, 3atem Bozoit. CymaT Ha BO3ZyXe M OYUINAIOT KUIITIYEeHUEM B
GeHsoJre.

Coegunenue 15a. Brixoz 86%, T.11. > 280°C (pasxn). Haiizeno, %: N 16.81; S
23.11. CisHisN5Os3S3. Beruucieno, %: N 17.10; S 23.49. Crnextp AMP H, o, m.1.:
2.24 (c, 3H, COCHs); 2.54 (c, 3H, 4-CH3); 3.51 (c, 3H, NCHs); 7.45-7.78 (M, 5H,
CeHs); 12.70 (c, 1H, NH).

Coepuuenue 15b. Bexon 74%, rt.mm. 256-258°C (pasn). Haiimewo, %: N
15.32; S 21.47. CisH14CIN5Os3S3. Beruucieno, %: N 15.78; S 21.67. Cuextp AMP
H, 8, m.x.: 2.23 (¢, 3H, COCHs); 2.51 (c, 3H, 4-CHs); 3.50 (¢, 3H, NCHs); 7.52-
7.90 (M, 4H, CsHa4); 12.68 (c, 1H, NH).

Coepuuenne 15¢. Berxoz 79%, T.1171. 256-258°C (pasin). Haitzewo, %: N 16.31;
S 22.40. C16H17Ns50sS2. Beraucneno, %: N 16.54; S 22.71. Cnextp AMP 'H, §, m.x1.:
2.23 (¢, 3H, COCHSs); 2.40 (c, 3H, CHs-tommn); 2.52 (¢, 3H, 4-CHzs); 3.51 (c, 3H,
NCHz); 7.27-7.78 (m, 4H, CeéHa); 12.75 (¢, 1H, NH). Cmextp AMP 3C, 8, m.z., [11:
13.72; 20.88; 22.99; 32.94; 108.38; 126.01; 129.37; 136.19; 138.81 (Ar); 142.61 (C-
4); 151.57 (C-5'); 160.00 (C-2"); 164.89 (C-2; 3/=3.6); 170.00 (C=0; 2/=3.2).
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Cunres 2-(apuwicynshoHmIMeTHIaMUHO)-5-(2-N-MeTmnaneramuno-[1,3,4]-
THaAMa30J1-5-1m1)-4-MeTraTnasonoB 16a-c. K cycnensun 0.003 ao./27 egxoro xamu
B 20 a1 anerona npubasiaior 0.003 mo.zg coepunenuit 15a-c u nepemMemnBaioT
Zo TTOJIHOTO oOpa3oBaHusa coorBercTByIomeil comu. IIpu 0-5°C nmopuuamu mobas-
nsiot 0.0033 mozg gumernncynbbara u npomosnkaioT nepememyBanue mpu 20-25°C
24 u. YmapuBaioT CyCIIEH3UIO, OCTaTOK 0OpabaThIBAalOT BOZOI M OT(IIBTPOBHIBAIOT
0CaJiOK, GUIBTP IIPOMBIBAIOT BOZOH ¥ ITOCIE BBICYIIMBAHUS HA BO3ZyXe KUIATIT OeH-
30JI0M.

Coepunenue 16a. Bexox 65%, T.m1. 210-214°C (pasn). Haiigeno, %: N 16.33; S
22.57. Ci6H17N5O3S2. Beraucieno, %: N 16.54; S 22.71. Cnextp AMP 'H, §, m.z.: 2.24
u 2.45 (c, 3H, COCHs); 2.56 u 2.57 (c, 3H, 4-CHs); 3.55 u 3.56 (c, 3H, NCHs); 3.76 (c,
NCHs-3k30); 3.95 (¢, NCHs-aum0); 7.27-7.81 (M, 5H, CeHs).

Coegunenue 16b. Berxog 77%, 1.1, 216-220°C (pasin). Haitgeno, %: N 15.03; S
20.77. Ci6H17N5OsS2. Beruucneno, %: N 15.29; S 21.00. Cuextp AMP 'H, 3, m.z.: 2.25
u 2.45 (c, 3H, COCHz); 2.56 u 2.57 (c, 3H, 4-CHz); 3.53 u 3.55 (c, 3H, NCHz); 3.76 (c,
NCH3s-3k30); 3.93 (c, NCH3-3u70); 7.27-7.85 (M, 4H, CeHa).

Coepunenue 16c¢. Beixon 77%, t.11. 226-230°C (pasn). Haiigeno, %: N 15.73; S
21.57. Ci6H17N5O3S2. Beruucieno, %: N 16.01; S 21.98. Crextp AMP 'H, §, m.7.: 2.24
u 2.45 (c, 3H, COCHs); 2.42 (c, 3H, CHs-toaun); 2.56 u 2.57 (¢, 3H, 4-CHs); 3.53 u
3.54 (c, 3H, NCHs); 3.78 (¢, NCHs3-3k30); 3.94 (c, NCHs-aumo); 7.27-7.78 (m, 4H,
CsHa)

2-(ULPLUNRLDNUPLUGEPLUUDULN)-4-UGEDPLEHULAL-5-
YULRNUUEENPLECP UOUULSSULLE P UPLETEAL BY HTULS
oNurunkuULerL

4, U. ELhUQSUL, [}. U. ZUUNF3UYL, 4. U. MhJUL3UL,
E. U. 2ULQU8UL 1 U. @. ELEN3UL

2-Uphjuni dnithjudhun-4-dbphiphuqn-5-fuppniwppeniutph Epht
buptpubph wpjugdwdp uvnwgdl; i hwdwywuwupwt  N-
Ubphjwswugpuyubpp:  dbpeohtiubipp  KOH-h  uwhpwnughtt  mdnyph ke
Enwuglbinig b unwugqwsd wnkpp wnuppepyny dpulknig htnn Jbp G wéynid
ppniutnh, npnug hpuph Jpw uhtipkqyl) b npuig pinputhhyphnutpp, widhn-
ubkpp b bupbpubpp: Unwgws peatutpp $nudpnph opuppinphnh dhowquypnid
ntwljgh) Lt phnubdhuppughgh hbn b wnwewgply 2-wdhtiwphwnhwqniukp,
npnup thnpwqpbng $kuhhqnghwttwnh htnn wpwewgpl) bt dhquiyniph
wébwbgyuutp, hul pwgwpiwppdh wuhhnphph hbn'  hwdwywnwupwt
wgbnhjwswuguubp: dkpohukph Ukphjugdwt nhwlghwt hwbqkgpt; L
Eygn- b Eupnunbnuuidws (2:1) Jhpotwiyniptph juwntunipnh gqnjugdwinp:
UUnN 'H b BC uwbkhwupuyhtt wdjujttph hhdwt Jpu hwunwndl)] o
uhtpbqué vhugmpiniubph mununndbpughtt junnigduspp b nknujujdwi
nhppp gpuig dkphjugdut b wgbnhjugdwt dudwuly:
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SYNTHESISOF 2-(ARYLSULFONYLMETHYLAMINO)-4-METHYL-
THIAZOLE-5-CARBOXYLIC ACID DERIVATIVESAND THEIR
TRANSFORMATIONS

K.A.ELIAZYAN, R. S HAKOBYAN, V. A. PIVAZYAN,
E. A. GHAZARYAN and A. P. YENGOYAN

State Agrarian University of Armenia
74, Teryan Str., Yerevan, 0009, Armenia
Russian-Armenian (Slavonic) State University
123, H.Emin Str., Yerevan, 0051, Armenia
E-mail: ayengoyan@mail.ru

By alkylation of 2-ethyl-4-arylsulfonylamino-4-methylthiazole-5-carboxylic acids
ethyl esters with dimethylsulfate the corresponding N-methyl derivatives were obtained.
The latters at boiling in alcoholic solution of KOH and further processing of the obtained
salts with hydrochloric acid transformed into acids. The interaction of these acids with
thiosemicarbazide in phosphorus oxychloride led to 2-amino-thiadiazoles, which with
phenyl isocyanate formed urea derivatives, and at interaction with acetic anhydride —
corresponding acetyl derivatives. On alkylation of the latters the mixture of exo and endo
(2:1) substituted products was obtained. The tautomeric structure of the synthesized
compounds and the position of substitution on methylation and acetylation were
confirmed by 'H and "*C NMR spectra.
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